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^-v: 1/ 



v>-2-^ ?-;W-4,9-^fc Kd-1H-^--7 b [2, 3-d] -f 5 ^V-iM-^^Ao 

[W^2] l-(2-^h^yifiV)-2-^f;M ) 9-yt^V-3-(l: , 7 
v >-2-^ ^;V)-4, 9-v Kn-lH-^ 7 b [2, 3-d] ^ ^ V*-;i^-3--f A 

laws® 3 ] ec ) =8.5, u. 8, 19. 7, 25. 7&t>*30. 2<7) tr 

-^^^•i-^>m^2ism(7)^ H B H («m^ h b h ) o 

[W^4] ^XHmUf "C2 0 (° ) =9.2, 12.6, 14.6, 18.0, 21.1, 24.9 
, 26. 4^.^27. lOtf-^^^i-^ff^ 2 ffiifc^ll (/3M^ h b h) o 

[»*S 5 ] DSC^'C207~213 < C^itTOtf- * 2 IBIftO 

^B B 0 («M>&S) o 

6 ] DSC##f*C201 -207TC KfSMBUR \Z- 9 l&Jjfcg 2 151^ 

[0 0 0 1] 

^cf&Wtt, ^n D «<7)^5tJ!l#i:LT^ffl^ffm<b^'e^^>, Jl-fb l-(2-* 
b * v if - ;V) -2- f - ;V-4, 9- S> :* * V -3- ( tf 7 V >-2-<< * *f- fr) -4, 9- V \L K 
n-lH-f-7 h [2,3-dK ^ ^^^^ e H H tcpi-^> 0 
[0 0 0 2] 
[ft*ofti] 

tv^o HJfef?!ll54^^$tta. #tfb l-(2-^ h^vxf;V)-2-^f 

;V-4, 9-v^ * * V -3- ( fcf 7 > -2- 4 ;V >* f - ;V) -4, 9- 5> H K O -lH-f" 7b[2, 3-d] 
>f 5 fl/-3->f ? A H\ & in vivo«JiJiiffi#fett«:^r U & f Hk%^L 
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2/ 



-Z&ZZb «f 2 2I#I) i/t^Ji: LT»3#$tL*'fk-&J»-e*&o 

[0 0 0 3] 

±IB&#KlBIRS*Lfc. l-(2-* h^ryxf;l/)-2-^f;M,9-yt + V 

-3-(fc°9 v^-2->f ;Mf^)-4,9-yt h [2,3-dH 5 W- 

Hfei] 




jifamMm, ^ B B H i4*7fc^t tT#<btL7t^\ igtaitefc^ru 

;v) -2- * f - ;V-4, 9-5> * V -3- ( tf 9 y>-2- -f >V * ^ fr) -4, 9- K n -1H-^ 
■7 h [2, 3-d] § iTV-fr^-<t * A & CtS:@65t L-C&jftflf&fcfro 

[0 0 0 4] 

*#&W#^t±> **T — *V«r*«>V^-T-*>i:-*-*tlPr»«:|Ml: l-(2- 
^ ^yxf;i/)-W ^-;V-4,9-v^-^r V-3-(t: 0 9v ? >-2--r f^)-4,9-yli 
Kn-lH-^-v h [2,3-dH < *V-;v-3->f * A ( &TJHfc% B&f B"t & ) ^ * 
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3/ 



*r $ -TMM %®& ! £lE. 1 &*^-tz> ztit£< =fWVx^ o tz 0 

BP*>, *f&93»±> ^Sp D «OMitJ^#i: LX&&i£mk*^1rh%ik l-(2-^ 
h * v if- )V)-2-* ^;V-4, 9-v* * V-3-( tf v v >-2->f ^ ^ ^ )V) -4, 9-v t: K 
u-m-i-7 Y [2,3-dM 5 W-)i>-Z-j *j A. ^K^<7>#£ B B B K&3-f;z> 0 

a M^b h b : ^WlMI^ X2 0 (° ) = 8.5, 14.8, 19.7, 25.7, 30.2<7)£°-?& 
^l-^JIo UtL<ii, DSC^T*^210t:. gp-t>207~213t:^^J|xe-^^ 

pmffeMi : ^*XHHI^-e2^ (° ) =9.2, 12.6, 14.6, 18.0, 21.1, 24.9, 26 
.4, 21.\<oM->?*M-fZ>m&» ^Kli, DSC^fT^204*C, IP*>201~207 

[0 0 0 5] 

[f^^M^ff^] 

it£ B B B li> @^T^vv^^T^^^r^^/?M^H B H ^^^'btL^^ £ 

^^ H B H *>4o < c> wsj^75%tt* 3^ m&fcxh n , mMvmi&mfat LX 

o 

[0 0 0 6] 
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^-v: 4/ 



yxf^)-2-^f ;V-4, 9- -3- ( tf 9 v > -2- 4 )V * *f- )V) -A, 9- v t Ka-1 

H2,3-dK 5 ^V-^-3--f ^A(7)ii B n P t LTRJUS:*!* TnTjlgK Lfc 

[0 0 0 7] 

Kb 2] 

r^N^v-N^X M ) HBr/H 2 0 N 

OQC^Me — OVL^e Br - 

°(A/le 0 OMe 

KBl*. WAtf, J. Org. Chem. USSR, 1, 1479-85 (1965)fEfc<?>:fr&£igffi 

«SjfSAtt, Jc^-ZK ^^y-;i// 7 K> l-"/n^V -;V/tK. 2-7 p n/\V 

ISA fcirSES&lK* -em#i- & t . « m&a Haii^ii, 

[0 0 0 8] 
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*o mm&vmjkit, m^m^xm^m^fix^^m^x^x^fo^t^x 

Mm<vwmn&^mM<D^?ix<Drmx*&^xi>£^o $kim<o&&*m 
*jR#fc-r*ftp«:#fliott3W, ij^jun, mm?u %&m, Jkxmm 

iStt*K3&#k «x.tf*L«K T^h-ZK rK">i> KKn^r^ne^ 

o M^xti trees t < tt»*tta - x rm-ewm lx *> x ^ 0 

[0 0 0 9] 

!&M4m<Dz j )*mmn, -m&u *»*su ift»j£-^rt-rv>-c*>j: 

3M40$$3Wfc LT{±> |«Ix.tf^nif V^^y 'fjif l/>^'Jn-;K 
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[0 0 10] 

%&gmm$X<omfcfciZ, MAC Science MXP18TAHF22&JBv\ <f3& Cu, Wmijft 
I 40 mA, If WEE : 40 kV, ^yfV : 0.020° , t£&IE I 3° /min, ifcft 

:i. 54056 A, ®m®tfftmm(2 6) : 5-40° O^iiBgLfeo 

«t^*f (DSCROTJA) te^*LW^O&#T$J5eL£o 

DSC : TA InstrumentstfcM DSC 2910 Differential Scanning Calorimeter, M 
^-300*0 (10°C/min) „ N 2 (50 ml/min) „ T )V 5. - A > -ffr* > o 

TGA I TA Instruments^^ TGA 2950 Thermogravimetric Analyzer, Mz^~300 
°C (10r/min). N 2 (50 ml/min), fiifitV^Oo 
[0 0 11] 

^*60fl 1 

>-2-^ ;V(-N-(2-^ b*v^f-;v)T-b? ^ K(2.0g)O^^y-;i^(10ml)M^^ 
47%^b7jc*m(lml)^Sn^T, 50r-?38l$rc«#Lfco fO&fcTIk »6 
m*^^^*Pl-^>t^ H H H WffiL/r 0 **Lfc5l$WliW*L;fc8U *NI*itIRL 

o 

[0 0 12] 

^»J2 

N-|l,4-S>**V-3-[(lf9$^-2->r/l'.>«*-/l')T3 y]-l,4-Vfc Knt7^U 
>-2-^;V(-N-(2-^ h^yxf;v)7-b^5 K(170g) <£>^* -/ (680ml) 
47%^b7K^m(85ml)^inx.i:, 60t:T*13B#raMli^tfs:o RJS*"TO. 
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T'^LT^ B H B 185g (iim*) •€-^m^ B H B f:^^/-^(850ml)^J; 
(^7K(85ml)OrI^^JCT^ B e B tT, H-ftW («I^ B B B ) (104. 80g) 

O 

^■<OSjfefi*i£*ift«|LT^^*L^a£(53.6g)^, * (250ml )* in x.T£i&K 

(53.5g)£#fc 0 ^<0^^* y -;v (250ml) SrinxT, 50T:KT 1 B#IMi§3g 

LT, *ffc& (^M^ B H B ) (47.34g) fc»fc 0 
HW0 3 

N- 1 1 , 4- P Jr * V -3- [ ( fc? 9 v> y -2- -< ;i/ ^ *f- )V ) T ^ 7 ] -1 , 4- V r fc: K n 7 * V 
>-2--f ;W-N-(2-> h^yxf;i/)7-t^< K(5g)0* * -^(25ml)«i»St»- 
, 47%JMk***(2.5ml)S:lniiLT, 5 Bfl^nJMit L£ 0 KJ&fcTUU 
;v(15ml) £#ffi§*Lfco t^ B B B WtU Lfc 0 *-*Lfc^ffifc:-C15 

H B B £MHKU ^fe^ ^ULt, Jt&ttAOJMbtt (/SMi&A) (4.61g)*»fc 0 
[0 0 13] 

(1) aM^ B H B (5g)^y ^y-;W(15ml)«:Jnx., Mi&KiTlKISLfco 

o*ur\ *SAOfe*«»fejfrfc||fefc*5fl:U al^f>iSi^#U;o 27B#K^ 
> M H H B ^lilXL50r-e^LT, y9MI§ B H B (2.88g)*#^o 

(2) aM^ B B B (2g)^7X(2mi)^ffl^ > (i) hwte&wfe*ft^ pmm&a. 

48g) *ntz 0 

(3) affllSA(0.5g) i: T-fe h- h U ;U (2.5ml) i3i r/7K(0. 125ml) «:fflv^ (1 
) fcPJai^SM^Srffv^ /?M^ B B H (0.28g)&*#7t o . 

(4) aMfS B B 3(2g)hT-t b-h i ;;u(l0ml)43J:^^y-;v(2ml)^fflv\ ( 

1) fcrafcfcSMfcfcffi/^ iffffl»*(0.77g)*#/to 

(5) a3l*&A(5g)«:* ^y-^(10ml)t»-Cinl»?S»U 3taKT0.5S>B«# 
LT> /3l^ffe77V-W:o -ed^$P>icHm^^(40ml)=S:iDx.. 
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#M 2 0 0 3- 1 0 9 7 9 3 ^-v : 8/ 

[0014] 

5 

(1) /?M^ H B H (5g)^^^/-;K45ml)HTJ!jn^^t. Mt> Mim"C5B#F^ 
3f#L£ 0 %kM,*mi.L, 5O~6Ot:T'MEE^LTaM^ H B 0 (4.47g) 3 S:#^ o 

(2) «M^ B 3 (2g) b ^(l()ml)£J:tF7K(2.5ml)£ffi^T. (1) tl^Uf 
tf>»fls*fr^ aM^B B B (0.95g)Sr#^ o 

(3) «M^ H B 3(l.lg)^2--/n/NV-;K5ml)i3J:tJ f 7K(lml)^fflv^-C. (1) 

tP^OMf^T^ aM^ B B H (0.85g)«rt#^o 

(4) «l^ B H B (ig) ti-^u^v-MsmOfci^TKCo.SmOSrfflv^-c, (1) 
tmWi<7)mft*ft^, «M^ H B B (0.71g)^t#/io 

[0 0 15] 

N-ll,4-v^^rV-3-[(t:^v>-2-^;v^f-^)T5 y]-l,4-i/t: Kot7^1/ 
>_2-^;V)-N-(2-^ b^r->J.^;V)T-t^ ^ F(2.51g)C0^^ / -;V(30mL)H?§}£ 

K it:!&$K2.5mL)&ii#nU ^T5B#F^> $ h H50~55tHCT 3 B#Wm#L/i 

fco &®.*W±.TWMl^ ^^i^y-^(15mL)^n^f«im. ^m^M3 

(1. 67g) &0DS# 7A^n7h^77^- (YMC GEL 0DS-A 120-S150) KXm 
mttzo 7k-*?;-fr (50:1) v#ffi^£«ffiTjI*iU J^? y-)V(5vL)KD\\m 

mm&. i^m^-^^(25mL)^>!jnx.> ^arm^u ifasL/;ii*nu ^fe^- 

. f^LT. n^^B<omm(696mg)^fz 0 -tUi, W001/60803-^-<Zr^O^ 

[0 0 16] 
[HH^O^] 

^m<o^t l-(2-^ h^v^^^^-^^^.g-v^-^V-S-Cti^v^^ 
;Mf;V)-4,9-yli h [2,3-dM 5 VV-)V-3-4 V M 
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9/ 



[0 0 17] 

HJfi^ 2 Ti# t, ft.tz$k\\M<r> a m&&fttffc p fcfto. 5 g -f oMfigfcfci 

^^ : ^0 %R.H. (Silicagel) > 33 %R.H. (MgCl 2 • 6H 2 03&frl7fcv«) > 5 
1 %R.H. (Ca(N0 3 ) 2 &fi]7fc?#i£) , 75 XR.H. (NaCl3frfo7K*#$0 > Xt±93 %R.H. 
(KNQ3l&?fn*»«L) KWiftLfcT'S'*--*,, 

iii) »*x«Uliifn8l5£ : *«^WcfiKfi^Wj»T«^tt«-«:, »*X*ia«f 

iv) HPLC^ : mf^CM^CT^imi^^t, HPLC£ffiV>-Cfr 

(hplc^#) : 0.1% h y 7)v*u&m&mWT* v~ Y ';;v=9 : 2. 

:TSKgel 0DS 80TsQA, 4.6x150 mm, ^^5/zm (IV-1) „ sEii : 1 m 
L/min, 4£ffi : UV 260 nm 
[0 0 18] 

(MO 

H)nm?iE: 
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iii) »*x«ng«faise: 

a M^ H H H ^93%R. H. ^T^^X^Hltif ^ - ^ t±x /9 a^ H B H t H&W* * 
ft^o/c 0 

/?Mif£ B B B i±> ^^X^mJff/^-Vii^hL^^ofc 

iv) HPLC^E I ^#HtrS^7B^«^OHPLC^S«r^l^^-ro 

[0 0 19] 

»1] 





ammsk 










HPLCM^CK) 






99.93 




99.72 


ca.0% R.H. 


-0. 10 * 


99.72 


0.01 % 


99.73 


33% R. H. 


-0. 02 85 


99.89 


0.02 % 


99.73 


51% R.H. 


-0.04 % 


99. 89 


0.04 % 


99.72 


75* R.H. 


0.13 * 


99.88 


0.06 % 


99.71 


93* R.H. 


-0.94 % 


99.89 


0.08 % 


99.71 



[0 0 2 0] 

JSLhOttlfcft* iD, « ft tt , ratefi ft < > fiWw J: & <> Bai> ft 
*E^1&T5& s ft^o7tC:t^«b, ^^ H H 0 ^#(i^jp^#d *>o-ef±ftv>£fc7&* 

fi»ii^ft^fc c ^ot, /?s^ B B B f^ v^rttoiSE^Ttwfev^r^^ 

[0 0 2 1] 

jnt% (/3M^ B B B ) s-^Jt^fc^t Lx^mx-nh^tzmtmK-o^x, 
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95%, 99£ffiffi : 5%o*#t?^*^t&*«l5£Lfc.o 

— ^ Jt^b^-e^^4a<b%{±65%.R.H. ~80%.R.H. tfltt 1 tM» (4. 
Hli25%.R.H. tT?3cS^MEU **i&TTM;ttl&>MlJfcRofc (H6#hb) 0 $ 

[0 0 2 2] 

y ^- MR- lg^ffi^iW^ i*Lf>*40X: • 75%R.H.<7)'H^1SiS« 
(It*) 
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»2] 





HPLCSffift 
(%) 




(%) 


mm** 






99.91 




ND 




99.92 




ND 






99.71 




ND 




99.71 




ND 










0.64 








2.07 



ND : Not detected 



°0 A MeV 

*1 hplc^# : (PM) o. 1% h^JH uwm^mwi / T^h->'J;v 

=9 12, (Bifc) T-fch—HJ/K ^7Vi>h?5B:0% (0-50min) / linear 60 
% (50-70min) / 60% (70-80min) / 0% (80-100min) „ ! TSKgel ODS 8 

OTsQA, 4.6x150 mm, t&^^m (IV-f) > I 1 mL/min, ^tU I UV 260 
nm 

*2 HPLC&ffr ^Iftffl I (Aift) 0.01M W?WiT (pH5.0) +l%T-fe 

h^MJ/P (b$£) T-t h~ h 'J ;K ^7 y'x> h%B : 17% (0-4min) / linear 
gradient 20% (4-10min) , # 7 A :Develosil 0DS-HG 2.0x50mm, t^3/ii (& 
ttib^*) ^ »£& : 0. 6 mL/min> ^ffi : UV 254 nm 

10 0 2 3] 

[mi] 
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1-(2-p« h^vJC^;i/)-2-^^-;V-4,9-v ? ^-^rV-3-(t: , 7V ? >'-2->f 
f^)-4,9-yt: Ku-lH-^-7 h [2,3-dM ^ ^V*-^-3--f •)AOcifti<Oi&* 

[0 2] 

Aft l-(2-> h^vi^;i/)-2-^^;l/-4,9-v^^rV-3-(tf7V>-2-^;V^ 
f;V)4,9-yb h [2,3-dH * * ^<0 al^alOM 

[El 3] 

Aft i-{2-* b^v^^;W-2-^^ L ^-4,9-v^-^rV-3-(if7v ? >-2-'f 
^;i/)-4,9-^t: h [2,3-dM 5 iTV-fl'-a-'i * AO l?SM&Al>»£ 

[HI4] 

Aft 1- (2-* yxf;0-2- * f - ^-4, 9- v f^rV -3- ( tf 9 v >-2- <f ;v ^ 
f;v)-4,9-yt Vu-m-i-y h [2,3-dK 5 r/-^-3-^^A(7)^I^» 

[B5] 

Aft l-(2-* b^yxf;v)-2-^f;M I 9-^t^V-3-(t 1 7y>'-2-^;v^ 
^-^)-4,9-^t: Kn-iH-^-7 h [2,3-dH 5 r/-iV-3-^AW^IL B ^« 

[B6] 

i&ft i-(2-^ h^v^^;v)-2-^f-;v-4,9--x^^y-3-(ii"7> ? >'-2-^;v^ 

f^)4,9-yli Kn-lH-^-7 h [2,3-dH S ^V*-^-3-^ ^ AOtl^iafflt 

o 
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^-v : i/E 



[M«] »»» 

[ftfl] m^p D p^M7tJ!l#^ Lttffl*^«l> &fc*NIS:Jlflr*-* - 

o 

y_3-(e^v^-2-'r;V^^;V)-4,9-vli Kn-lH-^7 h [2,3-dH 5 ^V-;V-3 
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a m a m m m m. 



l/E 



i . 



[000006677] 
B 1 9 9 0^ 8^100 

[ilia] mm^m 

a m M&U'p&iKu&m^m 2tb 



1 1 "55- 



mSE#-^ £HIE#2 0 0 4 - 3 0 4 4 9 9 4 



